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T&fc>^ 1- fc^S?> (6) GD75/S£te 

r t -^h^^MxjV (Boc) STMtT, 1- (ter t-^h+v' 
#;i^-;V) -4- (2-k Hn+S/X^W l£^5» (la) £f# (X*§- 
a) , Z.(D^<D(D7i(M^^^>^M=-MhhX (2 a) «hb (X@-b) , 

^t^»©#«t, 2-^;v^7 p h^>xv^^/-;v (3) tS^tTl 

- [2 - (^>X-T 5 *fV-)V- 2 — T ;V^) X^;i/] - 4- (tert-^h 
^>#;l^~;i/) t?^>?> (4 a) £#3 (XH-c) „ &VrT? % h U 7)1* 
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; b U # A> j^m^J U ^ A«©RKr;V* U &Mf§ ; KKtK*^- b 

u v a, mm*mz> u # A^©#ufcK*r u ^ipoiisi. k u 

^E-#A#nUb\ ^h^^;VT>«^A^n5 h\ ^b^t^VT^X 

^b^^vr^x^A/vr Fn^>wx-r k ^>sw 

b U ^5P;i/7>^-^Ayns Ff©4S7>^^ T )Al«e.n, ^Tfei 
Ej£»,HKK:«0~l 2 0 < C,^Sb<«2 0-10 OtT, 1-1 2ISISU 

(4) mtao^icw^t^o Sfc, 

Xg-3 

»f<UT#e.n^b^ (4) 1- [2 
- (^>X-f $^V-;i/-2-- x^;w t**95» (tt;-£r#J (5) ) 

*;v$;v*<z>JM«> *«^> fls^* (4) \zM&MZ* o'c-ioo'crs 
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*<uT#&nfcflsft* (5) xmamz* 
cut, ***»r* ^* (8) *75/*c*x«""^ «* 

tf^> (1) tt. «*««^^*ffl^fc^«0*tt (Arzneim.Forsch 1 
2,937-941 (1962)) 1" (6) V? 

"(6) Kl«^^*ln«, ffllHIWUrC' 1^4 8^^^ 

(1) ft^ct^**--*^^^* 4 ^* 0 ^^^ 

**. ASM (i) * i -^;v^^^>^x^w>^^b^^^ 



1- (2-tFn^>l^W tf^^i?>^6» (Arzneim. Forsch 12, 93 
7-941 (1962)) «iO^«^Ul-^^4- (2-fcFn* 
->X^) t^^> (1-70 kg) ©i?^^MT5 H (DMF) (11 kg) ~ 
KlhUx^T3> (1-52 kg) , 4-^;VT^yt!U^> (0.13 kg) ^: 
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iKftimt. BMP (1.63 kg) , 2-pUV*^>X^^-» 0-61 
kg) , (1.63 kg) ^18^W-6 (0.28 kg) « 

fcSOTTCiP*., 80ttl. BKHBWbfc- Rjfi«K:**lP^««ffiW« 

u *nn*A* (i3kgx3) -caBbfe. ** 

y^KlkX^6«MiU 1- [2- (^>X^^/-»-2-^ 
x^;H -4-**5/H^5» 1-92 kg OK* 62 %) ****** 

^v-;v-2-^*> xm* - 4 -***>uw*> 367g («* 

11.8 %) 2 - 28kg <^ 74%) 

Muft : 146-148X: 

IR (KBr) cm" 1 : 3440, 3049, 1619, 1441. 742. 

MMR (CDCU): 2. 62 (4ft dt. J = 10.5, 5.3 Hz), 2.91 (2H, t, J = 6. 1 Hz 
) 3 37 (2H, t, J = 6.1 Hz), 3.46 (2H, t. J = 5.0 Hz). 3.65 (2H, t. J = 
5.0Hz). 7.18 (1H. dd. 1 = 7.3. 3.0Hz). 7.21 (1H. dd. 1 = 7.3, 3.0Hz), 
7.41 - 7.58 (2H, nO, 8.06 (1H, s). 
MS (m/z) : 290 (M\ 3. 2) . 140 (100) . 
. 7&&m : C 14 H 18 N 4 0S tVX 

ttff«:C» 57.91; H. 6.25; N. 19.29; S. 11.04. 
£Htt'-C. 57.78; H, 6.30; N, 19.12; S. 11.15. 
MM 2 1- 12- (*>X^/-*-2-****> ^ 

^^>(L92W*^/-^W.5WKJHiU 12N**<2. 9 kg) 40 

8 



:T/JP2003/015154 

WO 2004/048342 ^ 

_^*) X^;W • 3iMS 2-38 kg OR* 97%) **fi»fttt 

flUft : 241-246^ 

IR (KBr) cm' 1 : 3374, 2938, 2647, 1630. 1522. 

MMR (DMSO-d 6 ): 3.37 - 3.50 (4H, ri. 3.43 - 3.57 (4H, m) , 3.54 (2H, t, 
J = 7.0 Hz). 3.81 (2E t. J =7.0 Hz), 7.31 (2E dd, 1 = 5.9, 3.3 Hz), 7. 
59 (2H. dd. J = 5. 9, 3.3 Hz). 9.73 (2H. br s). 
MS (m/z): 262 (M + - SBC1. 3.1). 140 (100). 
: C 13 H 18 N 4 S-3HC1 ibT 

ttfftt:C, 42.00; H. 5.69; N. 15.07. 

*ML-.& 41.87; H, 5.62; N. 14.98. 

> (1 a) ©Sit 

*B»fP*4. 247, 54»Wa»CB«ffl*SC«oT#«U&. 
Jttt«2 1- [2- W>X-f3^/-fl-a-f***> X*JH -4-ter 
t _^h+v*fl'#=JHi^95'> (4 a) ©Bit 

0 , 8.54 rool) Bfh^W7?> (THF) (30 MK. 
bO*«l*3> (1.04 g, 10.3.ol).4-eW75^.jy>U04. 
g, 0 854 -oD ***U JBHWHF. *t*#>X>l<*=* (1.37 g. 12.0 

*Ktt*lHF (10 mLX2) T»»Ufc. WtttWWMrto*, 
fttUHrettBMU Mff (20 A) t:«Mma- 
>x< = ^/-;v (1. 41 g. 9- 39 »ol) . K»* 'J * * «• " «• 12 ' 8 " ol) 1 
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18-***>-6 (226 mg, 0. 854 mo\) ftfllX.. 80 TJT«W»^ 
*«ffiW8U#6nfcS«SB»x^V (10 «Q fc* (50 d.) "t-iwaraufc. 
*«t««X^«6«Bl (10 1LX2) U WMfcWHW***'** 

/I) **v*«U 1- C2- (^X^^-2H^) x W ] 

2 ' 02 g (64 %) ^^^^ 

RUft : 175-176 V 

IR (Br) cm" 1 : 3433, 1695, 1619, 1591, 1517. 

•H-NMR (CDCls):* 1-49 (9H, s). 2.64 (4H, t, J = 5.0 Hz), 2.96 (2H, t, J 
= 5.4Hz), 3.26 (2H, t, J = 5. 4 Hz) , 3.61 W. t. J = 5.0Hz), 7.17-7.22 

(2H, m), 7.40-7.65 (2H. m). 
7GfSt#*lT :C 18 H 26 N 4 0 2 StUT 
fi*tt:C. 59.64; H, 7.23; N, 15.46. 
£m:C, 59.63; H, 7.22; N. 15.30. 
JtttM.3 1- C2- X^M \>«W 

3bU7;V5rn»Syft (5 a) ©SBt 

1- [2- (^>X-f5^/-^-2-f^*) -4-tert-*Mr 
****rJWW*> (13.83 ft 38. 15 moI) ft**T. h'J^nW 

»U 1- C2- l«>X4*W-»-l-4»**> tf^^>-3b 
Vy)V*uWmM 15.24 g (66%) ^tM»tbt#fc. 
m& • 146-148 <C 

IR (KBr) cm" 1 : 3572, 3512, 1675, 1619, 1536, 1189, 1132. 
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'H-NMR (DMSO-d,); 8 3.05-3.11 (4ft ri. 3.15 (21 t. 1 = 6-3 Hi) 3.19- 
3.2714ft ri. 3.55 (2ft t, J = 6.3 Hz), 7.16-7.22 (2ft ri. 7.46-7.52 (2ft 
m), 8.75-9.10 (2H, nO - 

tt*«:C, 37.75; H. 3.50; H, 9.27.. 
*««*'. C. 37.56; ft 3.67; N, 9.20. 

«nMnan. i- (t .rt-^Mt*i (2 " tHB * 
3) KttM&eMM: (xa-2) se*ffiT«xdr-jvr-y 

««SW*M5nW «bM da) *2 
(4a) 0WWt8 4XU»*»W*^ (la> «0«« vlftMC 

«M (4a) »Wtt!6Xt»oa . 
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